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(54) [SOQUINOLINE DERIVATIVE AND ITS PREPARATION 

(57)Abstract: 

NEW MATERIALAn isoquinoline derivative shown by the 
formulaI(R1 and R2 are H, OH, acyloxy, alkoxy; R3 and R4 
are H, or form a bond; R5 is H f acyl, R6 is H, or R5 and R6 
form a bond; R7 is alkylene; R8 is H, alkyl; R9 is nitrogen- 
containing five-membered aromatic heterocyclic group 
substituted by alkyl; when R1 is 6-hydroxy, R2 is 7-hydroxy, 
and R3WR6 are H, R8 is alkyl). 

EXAMPLE: 6,7-Dihydroxy-1-[N-methyl-N-( 1-methyMH- 
tetrazole-5-yl- )aminomethyl]-1 ,2,3,4- 
tetrahydroisoquinoline. 

USE: A drug having a suppressing action on the secretion of 
gastric juice. 

PROCESS: For example, a phenethylamine derivative shown 
by the formula II or its salt is reacted with a compound 
shown by the formula III or its reactive equivalent or their 
salts, to give a compound shown by the formula!. 
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* ) 

r /fx 5 ft * ft & * ft tt -t o % 7 -> juit m * 
7 ?s '^itrnt lth, (irisao R 1 ^ X O' R 2 © 7 

c <o k m tt m si o tj fo[*)tn&K\sX'at>nz>o 
(i) -tt^: 




R 7 -N 



.R» 
^R» 



xc/R 0 tt-tn^niiti<tfRli;jg:f*T^^ ) 

T*^4^*^XWOfiJStt> !ftfcOft& 

M (iv)t /cH^iiK7/^^yj^ffl 5* 
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(j) -tta: 




( 3t 4>, n 1 , r* , r 7 At* x r>* r'YJ: All <t W ); r £ 
* ) 



( st'K R 7 ' ttft»r^*i/>»t*tt»A-fS: 

**u h», R»**x«y» B «tiifftni;«*T*4 ) 
r /t $ n&<t-ft*4 *«*©*»*•#&■£«* w 

W W- ft % (VB) © £ W Htttft^»(l}«S ffi i 

C © ;)j Ik Kfrrt h m 7t fit ft ft IS to ii * I fKfc fit ftk 
« ffl ic i & © * 9. * L < * (KM 

-35- 

l^n^l^AU!), t © J: 5 *ii<ft t x £©A 
fc©«&BHfc£*:h.&o 

#j-c^t?. *«w(cfc«©»»t*»±-tne in 

« © 2r & K x ^TfHt H r t^ 0 

*&ICIoTIH, «H!t4Ci^TS, "4* iff 
9. « tf* K Jt o T flf/fc© I 5 4 £ *C « ^ T 4> 
X ^ 0 

©BWftA*(I)ttH«»»»«ftffJ1r*L, IKK 
<b LTflfffl T«>*„ 

'-a >a^MH i^o ft x Run 18 — 24 rn * 

-t © # r- - ^ ill b X 10 /i ^ /Kp/Wf © ft| 

»© 7' 7 h -&®btiftm, ( i «?/K g ) t 



WBHS57-1 39066 (10) 

MTtttmSSLoff&MKtfVsr^fryit x 5 *»(«© 

fir- ft T , / 9 J —>y^ x. '/ ; - ,i> y t h 7 t K 
d 7 7 > > 5/ * * *■ > 4 £ <OK fB K m 5- L £ ft 

"bo. 

CH-R'-NH-R fl 

( * , h 1 , r 2 , r 7 ' * x c> r 9 w: * n *ti m t n 
1; $a|c * ) 

t * c©ft^#itt^^T^I^^ 3 * ft*** 
fife* *ft**ft, Itii'o^o^aT^m^t 

UiUo Ti)fI&©|?J#J4&® Oj)K# < jtf 

4 *^ .kfc©ffl£ft6tt (VI) fcft*4fc (U)KW 
< JKJ&KJp^T, ft<ft4& (VE) © R J £ R 2 ;^ 7 

^ /u * * 5/ ^ t ?t tt <KJlS» T /u- ^ -> T * A <t £ W\ 
Kl6*fHC n b©»3* £ t K 0 

-36- 

»f*.L^o 3 5 ' »IUBlr»»i:tail3£L, 

ZmWlWffi *£ J< BqH + / 1 5 # © TW-lt L Tfc o 

^»«ii«Twen3tft^*t*te^ <t LftMVkm 
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c©»9!©BWft^*(l)W:, 0©«^ft 
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0. 1 mg/Kt - 5 0 0 «f/Kf TlBl-4@, £#J, 




-39- 

J=7. 0Hz), 3. 16 (3H, b), 3. 43 
(2H, d, J=5.51lz ), '3. 56 (4H, a, 
.T=.7.0Hz), 3. 93 (3H, o ). 4. 70 
(111, t, J~5.5HsO 

3, 4 — Ui Po^.>7**f/U7 = > €> & fifc & 

( 2. 84 ^ ) tN-H-;i/-N-( ] - y - 

1. H — h 7 / — i\s — 5 — 4 t\> ) 7 5 y 7 -c h 7 

/u x t K <£> 5/ X 1- ;U 7 * * — jis ( 4. 6 ^ ) x £ 

y - ^ ( i 2 «n , -a ( * mt ) & xumm® ( o. 
s «n tim^T 9 o -cr 5 mmmwLfto rs« 

K 4 7 7" a f r #u ^ - >u £ ^ - * X ifc 

K L ft o L /h S, * «p M L >f y 7* a ^ x - 
^ * T faff* -Thtb.l - : s\l K o ^ -> - l - [ n 
- y f - - N - ( H - r h 7 / - 

^ — 5 — 4 ) 7 = y y ;f ) — I, 2, 3. 4, - r- h 
7 U K n 4 y * / ij >©Jgfife*©8|# l f&( 2. 3 ?) 
^flftn^o COlftilt3^*, vfyT-otT/u 
7 ,„ =, _ , K x - r- f> ftftift LffLo ^ ft l. 3 
? o 



JMM57- 139066 (11) 

( 1 - /f;i/-l H - =r h 7 / - ^ - - S - A >v ) 
7 * y 7 * h 7 ^ x t KO i/if ^7 * ^ - >i' ( 
2. 15 l J ) % N,H -i?/ f ^ * /u A 7 : F ( 2 1 
ml! ) K&lfr L s -n 9 {£ Jj\\ A. X 5 

•CfcJfrW Lfco *#ft7- h ¥ * A ( f, 5 56 ) ( 0. 

/Co l^ilfeHl^ll^fifJf^, ? D *,UA 

( l : 4 )ar*WWWi-f&5/ 'J /; y D ? a 7 

d I- 7 7 * - ( -> 1; 11 y tv 3 0 9 ) CC I o T 

IS»!t4timi*ON-/f/u-H-( 1 - y 

- 1 H - 7 1 K 7 y - iV - 5-M/)7;/7^ I- 
7 /U' -r l: FOi?* ^7t>-^( 2. 1 8 ? ) 

J. R (7^/UA) : 1.580, 14 50, 1 06O™" 3 
N MR 9 ( ppin)(CDC*3 ) : 1.13 (fill,' t, 

- f 0 - 

M . P . 2 3 7 - 2 3 8 "C 

I B ( 7.-^3-/^) : 3600. 1 590, 1 528c3n"' 1 
NMR -J(ppm)(DMSO-dfi ) : 2-9 3 (211, m), 
3. 23 (2H, m), 3- 20(311. e), 3. 90 
(2H, m), 4. 03 (311, a ), 4- 53 ( 1H. 
m), 6. 62 (1H, a), 6. 76 (1H, a), 
ft. 5-10. 3 (411, m) 
7C% fifty : CnHnK.O, ■ HC/? 

!H*#fi : C47. 78 ; H5. 86 ; N25.74 ; 

C^IO. 84(%! 
T^^M : 04 7. 54 ; H5. 78 ; N25. 55 ; 
C<?10. 99{%) 

mmm 2 

N - ( 1 - y f- vU - 1 H - T I 7 / - >\s - 5 - 
A t\s ) 7 3 y 7 -t h 7 /i' 7' t: K O i/ x -f- /t^ 7 -tr * 

- /u ( 1 0. 0 9 ) 4 x *wp ( 7«MftN,N- 
i; y * jjwu a 7 = K ( 8 ow«)t2m^.3K^L*o 

**fttMJ?A( 65.5H ) ( 2.0F)fc PB: 
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3 0 0 miK ft t\ £ f t * h U ? A J/n £ T ft I® * 

Z mm Lit* #bsh.fcifttt**^oo*^A<:Jft 
Hi ttivij^/^M? A^o-v h 7 7 ^ 

N_X?-/U— N-( 1 — / + ,\, — I H — 7^ h 7 % / 
-/i/— 5— /( /I/ ) r ; / 7 -t h7^ft h'Oi/* 
f^7-t^-<u(,l l. 7 ? )fctfUfc«b£LTfflfco 
I R : 1 575, 1 450, 1 410cm* 1 

NMR '(ppra)(CCl 4 ) : 0-95-1.40(911, m), 
.1. 20-3. 73C8H, m), 3.87 (3H, o ), 
4. 55 ( ] H, t, .T = 5. OH*) 

3, 4 - i? e Ko + -/7i^f /U7 i 
( 6. 5 ? )i»-Jf*-H«-( 1 - / + >\> - 1 
H-r h 7 / - — 5-^)7; / 7H! h7^ 
■f' t l J Oi/*f*7*i l -*( 1 1. 7 p ) K x * 
/ - /f ( 5 0 mi ) , * ( 2 0 «f ) t> J; t>*igitv#? ( 
3. 6 mt) Z)J[)£T 4 (tff&g 3 0 ft'&fiULfeo Kfofc 

(2H, b) 
*«E^i3 

2 i >^yU* * ■> # /U jJC r. — 1 — [ N — x + 

i\s — N — ( 1 - > ^ /U - 1 H - 7- F 7 / - ~ 5 

->f^)r = y>^-^ ) - 6, 7 — x t K o * > - 
l t 2, 3, 4 - r h 5 t K o A V * / U > ( 3. 0 ? ) 
x * / - ,u ( 2 0 nt ) K m L v \ 0 s s 

^o!lt^KN ( N-y/f/^twi/A7: K Jm 4. 

fc7^«K0. 79?)*»nJtT#f*U «ET 
~ x - k - ( i y f — i h — t" h 7 y — 

/u-5-^i/)7;/>f^]-6 i 7-i?t K * 
* -> — 1, 2, 3, 4 — r h 7 t K o ^ y * / 'J > O 7 
^^tt« ( I. 3 9 ) fcffrfco 
M. P. 205-207 X 

I R (X^v-ju); 3130, 1700, 1600, 
1550, lSSOcn" 1 

- —454 



»BHBS57-13'9066 (12) 

tttETaiJfiit * <t «m*4*i ( i. e. 5 ? ) frftfco 

jfttfc4fefc * ( I 0 0 ) (CjR^L* ***** * I- 

y * a ( i i. 5 p )*jjn*.T*ftLjfc 0 'os?* 

* * - * ? a U K ( 5. 8 ? ) * K <£> 

tAilfl.5 7 OjUlttftfcff COjlhttft t |ft 
I* * * * * 1ft Mi tt ft it4->'J»/v^/7 a ? o 
h 7 # 7 7 < - ( -y y u y ,u , 2 0 0 9 ) T $ W. 
■f h t 2 : > v? /u * + v* y; /U tK z. jU — ) — { N 

- x * ^ - N - ( I — /f-yU — ] H— 7" h7/ — 
^-5-U)7://f*]-fi,7-i/K K n 
% V - l t 2. 3, 4 - f h 7 t: V td A 'S * / y > ( 6. 

I n C^i^a-'^) : 1690, 1580, 1520an" 3 
NMR d (ppm)CDMS0-d r ,): 1.03 ( 3 H, t, 
J=6.0Hz), 2.1.-2.83 (2H, m), 3.03- 
4.00 (6H, m), 3.66 (3H, a). 5.07 
(3H, 7-o-K b). .6.53 (IH, □), 
6.70 (IH, a), 7.30 (5H, g), 8.80 

NMR 8 (ppm)(DMS0-d B ) : 1.06C3H, t), 
2.63-2.90 (2H, rn), 2.99-3.70 (6H, 
m), 3.93 (3H, a), 4.10-4.63 (III, 
m), 6.50 (2H, a), 6.53 (IH, a), 
6.70 (IH, a) 

tV&ft : C 49. 31 ; H 5. 98 ; N 19. 1 7(£) 
X it tt : C 4 9. 5 1 ; H 6. 1 I ; N 1 9. 1 2W 

1 - / /V - 1 H — 7" h ^ »/ - * - 5 — 4 ^ ) r 
= / 7 -tr h 7 7 V t fOi/if /l/7-t^*(l 0. 

sntM/"^! inn ^fetttto n 

- ( 1 - H~7^f-7'/-/U-5->f^) 
-N-7*ot"/»/7;/7t l/^fi: K G> 5/ * 

/i/ 7 «t * - '"fcftfcb 

I R (7^>l/A) : 1 570, 1 450, 1 4 1 0, 
1380COT" 1 

NMR (> (ppm)(CC/4 ) : 0.97 (3H, t, 



.T=7.0Hz), 1.10 (6H, t, J<0Ha), 

1.30-1.97 (2H, m), 3.13-4.26 (8H, 

m), 3.83 (3H, a), 4.55 ( 1 H, t, 
.T-5.0 Hz) 

(b>|3(rWfcA^'/0«. : 

3,4 - 'J K Fo7x^f^7;>«it(3. 1 
? ) X *>' N - ( 1 - /f /u-l H - r h y V - 
>f - 5 — >f /u ) M - 7* o t' /i/ 7 ; y r -u 
r t Fyj:f/i/7-i!^-/u( 9. 3 ? ) PC * ✓ 
-i/(20rf)ifltf] N ft f$ ( 6. 5 «rf) ft| 4. 
T5l»llllUo RJS*t*ET»»L, fcfcff 

U W«P * f ^T«iHi Lfco *l* Jifcttfti* 

ifottte * / * / - #u ( 3 0 wi ) T?# J? U 7 - 
to(fc{ 0. 9 4 ? ) frl/n <5-£fto 

^ETiftiU $ / * / - 

^ Xfcb'RMiSti' Z> t 6,7 - V * K o 1 

- [ N — ( 1 - H-f F ? / -;i/-5 

-M - 

- 4 — ( > i/ ^ ' * i> # tK z. to 7 I / / + to) 
-> ^ o ^ * : s to 1) to ac - to 7 d g K C I 3. 9 ? ) 

© r h 7 1: k a 7 7 > c fi o «n m W W. W T , 

l tirMfrHX my Lfto 3 h K 2 B#IWElt>3*, 
*( 5 0 0 «f) =S:5niLi^,ai?PilxL^o 3 3 % x 
* / - ^ * T Ft- J$ M\ 3 2 - [ h 7 > * - 4 - ( 
^ > # + i/ 1) to itf - 7 ; / y l -to ) > ? O 

^ V if fi to & - >U ] — 6, 7 - is t F o + - 1 

- ( ( 1 - / + to - I H - r I- 7 / - to - 5 - 
/f ) 7 i / / 7* ) - 1, 2, 3. 4 - f- \ 7 t K o 4 

M . P . 1 S 1 - 1 5 3 'C 

IR C ^-/ 3 -/u)-; 3310, 1 685, 1615, 
1 590m-~ 5 

KMR d (ppm)(DMS0-d 6 ) : .0.6 -2.0 O0H, 
m), 2.50-3.00 (4H, m), 3.10-3.83 
(4H, m), 3.60 fc> JC (f 3.70 (3H, ^it^ 
tie), 5.00 (2H, a), 5. 1 0 *r- JC *>' 5. 5 0 
OH, -tft-tft m) f 6.50 (1H, a), 

-M - 



?»857-i39066 (13) 

— A iU ) — N — ^ o t* /i^ 7 5 / / ^ vi/ ) - 1, 2, 3, 
4-f h?t^rM> U>0 1/2 7 ^ g£ 

( 2.9^ ) *s » t> n Jt o 

M . P . 2 0 3 - 2 0 5 t 

IR C Xy 3 -;i/) : 34 00, 1 625, 1 560, 
1 530c*" 0 

NMR 9 (ppm)(bilSO-d fi ) : 0.«3 (3H, t, 
J=7.0Hz), i/55 (2H, m), 2.40-4.37 
(9H, m), 3.93 (3H, a), 6.4 3 (1H, 
g), 6.48 (1H, a), 6.63 ( ] H, 8 ), 
7.20 (4H, 7*o~-K s) 
7C ^ 7> #f : C 15 H 8l N fi 0 2 - 1/2 C 4 U t 0 4 • 1/2 ll ? 0 
81* ##1 : C 52. 97 ; H 6. 54 ; N 21. 8 1 (#) 
* WlliS : 0 52. 33 ; H 6. 60 ; N 21. 34(*) 

6,7-s?t Fp + ->-i - ( ( i - yf^-i 

H - *f- V 7 */ — ^ — 5 — A ) 7 = / > f- /t/ ) — 

l, 2, 3, 4 - t h 7 t Ko>fy*yy>©jfciffejg( 
1 2. 2 ^ ) * * ( i 2 o «ro k tx)$k m m U , ^/SP 

- w - 

6.63 *»- Jr^'6.7 3 (1H. -ttljffl a), 

7.00-7.50 (2H, 7*o-K), 7.40 

C 5H, a), 8.50-9.00 ( 2H, T'n-K) 

^^^J 6 

2 — [ h 7 > 7* — 4 — ( > is *ls # *f is ft j\s j}< 

- to 7 i / / + to ) \s 7 v ~* * is to ft to - to ) 
-6,7-ist K n -*■•>— I - f ( 1 / f- yf — 1 
H — r- h ? / - - 5 — A to ) 7 = J / + to ] - 
1. 2, 3. 4 - 7- h 7 t I- a /f y ^ / "J > ( 2 ^ ) "fc 
x ^ 7 - to ( 3 0 mf ) * I V tK ( 1 5 me ) © & $ 
K IK IR L , 1 0 % ^< 7 7 A W * ( 5 0 0 m 9 ) 

Inx., «Er*ttJl7cu>to 6 n tlfliAffi?*!* 
f^**^y-^K:^^^^«i!f 1 a<K*f^<i:2-f h 

_( r i S / + to ) is ? a y^*c i, to f) 

to 7ti - to ] — 6. 7 - t K o sff -> — i — ( ( ] _ 

/ + to — 1 H-f h 7 / -^-5 - /f ^ } 7 ; / 

/ -7 • 'f ) - 1. 2, 3, 4 -- b 7 K. K o yf y ^ y ij > 

M. P. 2 2 7 ~ 2 3 1 t (^|) 



IR ( a^B-'f) : 3350, 1625, 1.6 00c*" 1 
NMJi 9 (ppm)(DMSO-d«) : 0.3 0 -2.0 0 ( 1 0 H, 
m), 2.00-4.00 (8H, m ), 3.6 3 X. 
3.77 (3H, Wtl.B), 5. 13*>£Cl 
. 5.57 (Hi, -t-jh.-film ) , 6.50 (Hi, a), 
6.60 & J: Cf 6.73 (]H, -tn-fila), 
7.0-9.0 (6H, 7'o-K) 
7C##^T : C M H M O a N, ■ HC* 

: C 53. 15 ; H 6. 69 ; N 21. 69(# 
XWttt : C 52. 22 ; a 6. 40 ; N 21. 32(56) 

% m (HI 7 

6, 7 - v/ u: K d * •> - l - [ ( i - y ,u - 1 

].2,;m - f h 7 i: K p 4 y * y 'J > <o m ( 
1 8. 7 2 ? ) ** ( 1 2 0 ^ ) #C Dn«V * W 3 -fr, 
f^n^i^^rc^ 0-50 T.Tm&®lfctft*MT 
Y l ) 9 (. 5. 04 ? ) tJn^^o iKifr^^Ls 
iKft * # I- 'J * a ( l 0. 0 8 ? ) % t- h 5 e. K 
a 7 7 > ( 4 0 mi ) fc> X CX # ( 2 0 «rf ) 2m * fco 
^<>-//^ + /* i\s - d 'J K ( 11.6?) 

>(7 2»nfc#MLT*i , frU t* '* o << * 7 ° 

»J K ( 6 «€ ) 4rJn^.T«i*U/fco 3P$H«K 

a ^ yu y D ij K ( 5 nt ) £ ft L , 0 ff# 

■> # rf c - /I/ - 1 — ( ( ] - / f- ;U - 1 H-f I' 
5'/-^-5-M/)7:y/f;H-fi,7-^ 

£ o 4 >u * * «> — l, 2, 3. 4 - ^ h 7 t y 

* ✓ U ( 8. 9 9 ? ) fc#fr_o -^<£>*£ 

A £ / * -/ - ^ rt* <b FT-IS A L o 

M . P. 2 3 0 - 2 3 5 X 

IH ( *i/ 3 -/iO : 3270, 1 752, 1 695, 

1620, 1 125COT -1 
NMR H (ppm)(DMS0-d G ) r 1.26 (1811, s), 
2.80 (2H, m), 3.0 -4.3 (4H, m), 
3.57 (3H, e), 4.96 ( 2H, m), 5.3 
( 1H, m), 7.03 ( 1 H, a), 7.10 ( 1 H, 
a), 7.30 (6H, m) 
7C*#*T : C afl H„N r ,0„ 

ftffffll : C 62. 26 ; H 6. 6 2 ; N 1 4. 5 2(0} 



HBIIB57-1 39066 (14) 

* 3 o ftwfrrtr bt L/t^, 2 D^immw- l*., 

T fifcfr -f & £ 2 - *<> is >\* A' A- > iK r. tU - 6, 

7 — v? t K nr * -> - I f ( 1 — / 1- >\, - \ II - 

T h y */ - » — 5 — /f *v ) r = / / f- >u ) - l , 2. 

M-r l-U h'o^f y * / 'J > ( 2 3. 1)9 H 

M . P , 2 l l - 2 ] 6 t 

IR (xi/R-'e) : 34 70, 3280, 1660, 
l 620cm" 1 

NMR # (ppm)(DMS0--d«) : 2.60 (2H, m), 

3.0-4.3 (4H, m), 3.6 (3H, 7*n-K a), 
5.0 (2H, m), 5.27 ( 1 H, m ), fi.53 
(1H, a), 6.73 (1H, s), 6.8-7.6 
(6H, m), 8.83 (2H, e) 

2 — ^< > v * + V yU' ^* r. y|/ - fi, 7 - y t: K 
o ^ > ~ ] - f ( i _ / ^. /t/ _ j H--rh^*/- 
- 5 - 4 >u ) r = / / f- *\s ) — 1. 2, 3, 4 -f I- 

- - 

^fDtflS : C 62. 25 ; Hfi. 47 ; N 14. 5 ] {*) 

2 - W > /ly tJ- ^p. iy -ft f{/ rf C - ,i, J — ( 1 — / 

^ ^ — 1 ll-f-h yy-^-5 — A ) 7 I / S 
f 'U ]-fi,7 - ^t*/<i3/| >u * * — 1 ( 2, 3, 4 - 
7^h?H K n <f y + / U > ( 8. 99^ )^j-^y 
- ^ ( 1 0 OmM i N,N-i//f /U*yUA7; K 
( 3 0 at ) KMH L« 1 OH/*?5??Ai«#(1.7 

^ ) t*i'JlT#ET»Mi L/ko Klc5^7^, 

^lo «P«(C 7 -^yUf^ ( 1. 0 2 ? ) *1}\}X.Tljn%SL 
AH-*. -C 5 T^^i^if. L?tr> fttt^tjF j@ LTiPttt 

'ftbntt&tfiZlr mL, A y 7' o f yu r ^ = - ^ 

/ — yU — 5 — >f yl/ ) 7 = y / -f- yU ] — 6, 7 — K* 
,< a 4 yu tJ • * -y - 1, 2, 3. 4 - 7" h 7 t K o ^ y 
7 <J > ^ 1/2 7 ^ yufi^>^ (4.6n hftllo 



-53 - 
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M . P . 1 6 7 - 1 7 0 "C 

IP (#v?9-'U) : 17(50, 1600, 1568, 
] 10 Oct"* 1, 

NMR * (pprn)(DMSO-d« ) : 1.33 (18H, 
fl), 2.93 (2H, m), 3.17 (2H, m), 
3.73 (211, m), 3.76 (3H, a), 4.40 
()H, m), 5.60 (4H, s), 6.53 (lH, 
s), 7.0 3 (Uf, a), 7.13 (1H, a), 
7.50 (1H, a) 
TLlfcfttfi : C Z4 H u N G 0 6 - 1.2 H 2 0 

SI'flMfi : C 54. 99 ; H 6. 76 ; N 16. 03 
£Wtfl : C 55. 44 ; H6. 7 7 ; K 16. 2 3 
XJfcfN 10 

I? Mil 01 7 T# b ft it 2 ~ ^ > *v * ^ : s 1) >\» M 

- — 6, 7 — •/ t K o * > — 1 — ( ( 1 - / f- ;u 
-1 H — r~ Y 7 S - j\s — 5 — A ^).T = / / 1- >\s) 

- I, 2, 3, 4 - f f 7 t K o 4 y * / ij > ( 5. 0 9) 
fctttt f i; i/ > ( 5 o »rf ) friffiAftft Lfcn P - 

h /u ^ it, 7 p ij K ( 3. 7 ml ) ffi T L T v £ fi 
T«#L» l 2l|^t, P - h /usr^f /u^ o ij K 

-57 - 

* - ;l/ - l — ( l - / t ^ - ] H - r h 7 / - ^ 

- 5 — >f A' ) 7 : / / f /i/ - 6, 7 - t' 7 ( p - h 
;U ?f >f /L> 3|- * -> ) — I, 2. 3. 4 — 7^ h 7 £ K rt 4 V 

* 7 'J > ( 2. 3 9 )^N ( N-v?/f^*^A7; 
K ( 3 0 m<! ) £ x * 7 - ^ ( l 5 mi ) fc * s l 0 

9 Aft X ( l. 2 ? ) Kl oTfifETjgfeft 

#>*>;® t>ftfco coffitih* / ? s - ^ n.n 
-5;/ f-/u*^AT s K^ibS^ffit&i i - C 

( 1 - / * H, - 1 H - 7" h 7 / - ^ - 5 - A >\s ) 

75//*/i/)-6,7-e:*< p - * 4 'i" * 
+ *> ) - ), 2, 3. 4 - ^ h 7 e h'B4y*/y>0 
ttftft ( 1. 4 f ) frftfcn 

M.P. 246 -248 *C 

IR (*-^ a -^): 3 2 0 0,3-1 20, 1750, 
J 730, 1 625, 1 495cw~ J 

NMP <J (ppm)(DMS0-d fi ) : 2.37 (6H, a), 
2.97-4.27 (GH. m), 3.87 (3H, a), 
4.67-5.13 (1H, m), 7.37 (4H, d, 

- sn - -457 



MI»aB57-139066(l5) 

C o. 6 me ) k M im L x 3 ^> «: 8 M r 5 m $ # t 

/to ( 2 5 0 m f ) fcft J\ ffW U^:^ 

• frPiBLT^ttLAo » h -h. /tairrn- 
h U /i/ , i? * * v >l»h W M ft "f * i 2 

3f *> /7 ^ iK - JU — ] — [ ( 1 — / f- >W ~ 1 H 

~ t- h 7 / -'i/-5 - ^ ^ ) 7 ; / / f ^ ) - fi, 
7 - t' 7 ( P - | • ^ 7|* >f * + > ) - I, 2. 3, 4 - 
f Y 7 t K d ^ y + y ij > ( 3. 3 5 g ) rf:^ ft 

M.P. 24 0 - 242 "C 

IP : 3250, 321 0, 31 20, 

1 730, 1690, 1 605, 1 500CW*" 1 
NMR H (ppm)(DMSO-dr, , > : 2.36 (6H, a), 
2.70-3.20 ( 2H, m ), 3.66 (3H, 8 ), 
3.20-4.50 (4 H, n ), 4.90-5.27 (211, 
m), 5.30-5.70 ( 1 H, m), 7.0-7.6 
(6H, m),. 7.37 (5H, a), 7.90 
(4H, d, J=8.0Hz) 

& m m 1 0 r w h ft ft. 2 - ^ > i> >\s * * •> ^ 

J-8.0Hz), 7.50 (Ul, a), 7.60 ( 1 H\ 
g), 7.90 (4H, d, J=8Uz), 9.98 
(2H, 7'o-K a) 
7C^^^T : C zs H 2ft N (i U 4 • HCtf 

/H-W-W : C 61. 2 5 ; H 5. 3 2 ; N 15. 3 1 ; 

Ce 6". 4 6 (*) 
35!frfi6 : C 61. 1 1 ; H 5. 20 ; N ] 5. 3 1 ; 

ce 6. 47 (16) 

^Jftfll 12 

5? Mfc f^l 1 (b) Tffl <b ft ^ 6. 7 - ^ k_ K o * -> - I 
~ C N-/^yU-N - ( I - > f /I/ - 1 H— T^h 
?/-/i/-5-M/)7: / / ] - i, 2, 3, 4 

-fhUFo^Myij ><D*£M ( 1 9. 3 ^) 

( I 0 Q mt ) K L T flSf 4» L , 5(5 ^* 

h U !? a ( 1 29 > fcimJLT«£#Lfcp fti?^^ 5 
'C # ifefl. L , ?K ( 5 0 mC ) , 9- Y 7 t K o 7 7 > 
( 5 0 »0 i 0tffr h V 9 1* ( } 2 ? ) % M 

Z.fto ^ > i> * ^ i) tV ii< =. tv ? 0 ij K ( 1 2. 1 

*)*3o*M.i*TBjTU ^^5°c-rin#ffl|io 



3 \9\t\wm u mm** >fM**>tn*:x m 

t^©2 — 'O i/ tV Pi" 4 s - •> fi to ** - ^ - 6, 7 - v/ t 

K o ^ -> — i - [ j| — y ^ yu - N — ( 1 - / i- to 

- 1 H-^h?'/-vu -5-^)73;/f* J 

- I, 2. 3, 4 - t 1 Y ? t K o A J * y > ( 2 9 £ ) 

in (CHC£ 3 ) : 3300, 1685, 1 590, 
1 520cm" 1 

NMR a (ppm)(DMS0~d fi ) : 2.60 (2H, m), 
2.8-4.2 (4H, m), 3.13 (3H, a), 
3.80 (3H, a), 5.06 (2H, a), 5.26 
(1H, m), 6.56 (1H, a), 6.70 ( 1 H, 
a), 7.30 (5H, /n-F a), 8.80 
(2J1, ro-K a) 

j 3 

2 — ^ > i/ /u # * *> * A< — — 6, 7 — t K 
o * »> — 1 - [ N — y — N — ( 1 — / f- ^ — 

-51 - 



IUM57- 139066 (16) 

- 1,2,3,4 - f I- 5 t Kn/f y^-/ ij > ( 2 6, 8 
9 ) t* *J > ( l l 0 »f) *r *!* 5 *c K ft 

H^o tT o. A to >j o ij K ( 1 9 mlf ) & 5 # IfiJ 
^'^ti T U 51CT2l^|i|20»«»Ljt« fx 
6 'm K t" '< o a a, 7 o tj K ( 6 «f ) * iS iffl L , a 

3 rnlWiHl L fc 0 *«*^^»*s|»to*T, 

* T 2 Inlftfrifttt # t l [ft ft ft L T > ft* ft* ^ 
7**> :? ATlfJ L*Ot)«l:|T:««-f aiifttt* 
fcft* 0 t oj|ti#4&£&{fc ' + f > Z mtfifcm k 

-f *> : S \) fi ? to ft ? Ik >/ u ^ \ ? y 7 4 - { > *) 

XT' to, 1 5 0 9 ) K X tmWt A ttotk<D 2 - 

^ > y /l/ ^* ■> ^) ;l/ if i /i/ — 1 — [ N — / f- >\s — 
W ~ ( !" — /*■ /u - 1 H - f f 7 / - ~ 5 - ^ 

^ ) 7 5 / / f ) - 6,7 -K'^ ( t* ^* cr >f ,U * 

* *> ) - 1. 2, 3, 4 - t Y 7 t K d >f V * / 'J > ( 

IH (CHC^ a ): 1 750, 1 690, 1585ew" 1 
NMR fs Cppra) (DMSO-dfl ) : J. 30 (18H, 
a), 2.83 (2H, ..m), 3. J 3 (3H, m), 

- - 



3.0-4.0 (4H, m), 3.80 (3H. a), 
5.08 (2H, a), 5.46 (1H, m), 
7.1 (1H, a), 7.26 ( 1 H, a), 
7.40 (5H, a) 

mmm 14 

2 — ^ > zs to 3t + -> » to iK zl >l/ — 1 — [ W — / 
^ - N - ( ] - / * /U — ] H — 9- V 9 */- to — 
5 - 4 to ) 7 = y — 6, 7 — K* " 

^ ^ * - * •> ) - 1, 2, 3, 4 - r h 7 t K o ^ y ^ / 

> ( 1 op ) & x * / - ( 1 oorf)i*( 
3 orf)(cK!f^L, 1 0 ?6 7 ^ a ^ jn ( 2. 0 
* > *»*TttET 2 »B**ilScLfco f&m* 

1. 95 9 ) *fr)jLx ixifoLxmfrLit* %mzm 

FT- Tift 8 Onfi riga LfifclH L^o ^TliJL^.^.a 
«p i@ L % /^-/K ^^til^ilt^l- 

[ K — / *}- to — N — ( 1 — / - 1 W -7- Y 7 

'/ — to — 5 — A to ) 7 ^ y ? 7* to ) - 6, 7 - ^ 
( t: o 4 ;u * * -> ) - 1, 2, 3, 4 - 7" h 7 t K o 



M.P. 222-225 "C 

18 (^i/a-^): 1 7 5 8, 1 700, 1 590, 

1118, IIOOcjtT 1 
NMR d (ppm)(DMS0-d„ ) : 1.2 6 (l8 : H,a), 
2.86 (2H, m), 3.10 (2H, m), 
3.13 (3H, a), '3.76 (2H. m ), 
3.93 (3H, o), 4.50 ( 1 H, m), 
6.53 (2H, a), 7.07 ( 1 H, a), 
7.20 (IN, a), 8.33 (3H, 7*n-K a) 
7C^^^T : C„H„N 0 0, 

ftfrm : C5fi. 43 ; H 6- 67 ; N 14. 63(^1 
&mi& : C 56. 08 ; H 6. 71 ; N 14. 79(^6) 

^ m m 1 5 

9? ti&m 7 ^ n it 2 - ^ > to * * •> ^ ,v jK 

-'U-fi,7 - i/t K - f ( j ~ y >u 

- 1 H - 7- Y 7 '/ - ^ - 5' - A to ) 7 H y / *■ ^ ] 

- 1, 2, 3, 4 - r- h 7 t K o >f y * y ij > ( 6. 9 2 
9 ) <fc*!K7Ki&/® * "i 7 A (.- 1 6. 5 6 9 ) K N. N - 

y *■ to & to a 7 = K ( 6 own tlnur 5*C(^ 



- 61 - 



-458- 



% « VC&mK 4> if Lite 2 3r f pif, fxfcmKK 

fit ft -f h t 2 - *<> is /U * ^ > 1) iV M =. >\s - l - 

( C I — / /U - i H - r- I- 7 / - *u - 5 - A t> ) 

7 l J / + 'i> ] - 6, 7 - is J h * > - 1, 2, 3, 4 - 
rf7M : oO^y'j>(6.0n b tl fro. 

M . P . J 9 3 - 1 9 8 X 

II? ( ^i/g-/u) : 3270, 1 685, 1615, 
] 460CT7 -1 

NMR J (ppm)(T)MSO-d fi ) : 2.73 ( 2H, m), 
3.0-4.3 (4H, m), 3.6 (3H, a), 
3.73 (6H, b), 4.96 (2H, m ), 5.26 
(1H, m), 6.73 (IK, a), 6.83 
(IK, a), 6.9-7.5 (6H, m) 
H'Mftft : C^HjoN^O, • 0.25 K g 0 

: C 59. 90 ; K 5. 97 ; N 1 8. 9 8(0) 
# 1ft HI : C 60. 05 ; K 5. 72 ; N 18. 61$) 
16 

-13 - 

4.66 (III, m), 6.80 ( 1 K, s), 
6.90 (1H, a), 7.70 (1H, m), 
9.3-10.3 (2M, m) 
TtMfrtfr : C„H H K,,0,- HC7'0.5HiO 

: C 48. 07 ; H 6. 1 9 ; N 24. 02 .; 
Ce 10. 13 

35»Mift : C 48. 22 ; H 6. 26 ; N 24. 23 ; 
CZ 10. 44 

WWM17 

7 X n b fl it 2 > is >u X * is t) ,* ; rK 
i/U-6,7-i/t FD+'y~l - ( ( 1 ~ / f- /l/ 
-lH-fh?/-^-5-M/)7;//fH 
- 1,2,3,4 -r h ? t K n>f y ^ / ij > ( 3. 4 6 
? ) t N, N - : s / f- >\s its >v u 7 = K ( 3 5 mi ) K 

u 7t^^i?Lt3!?fl:yf^( 3. ome) 

fc JnJlfto *#<t* »• 'J * A ( 6 5 * ) ( 1. 2 ? ) 

^r^if r> 2 o Tim^, *<o®t> 4 mm 

30»5tt«t»L/t o KfcfcKEftr > * - i? 
M 2. i * ) fr;Dn*.T 5 ftWlMft U -to*, * 

- ^ - —459— 



HHBB857-139066 (17) 

2 — ^ > 5/ fV it */ i) ju iK — /u — l — ( ( l — 

/ >u - 1 H-f-h?:/-^ - 5-4^)7 = / 

/ ¥- ) - 6, 7 - *J / Y * is - 1, 2, 3, 4 - r h 7 

e K o ^ y * / ij > ( 0. 9 9 ) »C ftffilft ( 5 «e ) , 

# ( 1 0 r rf)d:n-7 , ^/-;u( 5 »f ) Jn -1 

1 0 0 TC T9P»B«*L3to 4 l»n«»Cft«[ft ( 

5»f ) *&ftiL& 0 KJ&ttfcKttf U z*/-^ 
i 4 ^ot'/i/7^3->t/^^ ft lb -f - & £ 0.6 
( 1 - / *$■ *\s - 1 H — 7~ h y "/ — /v — 
*>-4,\,)TZ//+,\, \ .... 5 r 7 > h + .> _ 

I. 2, 3, 4 - r h 7 ii K p ^ y * / U > 0«3tl^JJa ( 

— fft % 'M y 4 V 7* o f ^ y ,\, n - ,i/ ^ / / - 

M.P. 195-205-C 

IR (^^ 3 --»u): 3600, 3300, 1608, 
1515«7i~ J 

NMR 4 (ppm)(DMS0-d c ) : 3.0 (2H, m), 
3.43 (2H, m), 3.80 (2H, m), 
3.73 C 6 II. a), 3.80 (3H, a), 

- <t - 

^ <b 2 - ^<> ^ * + > 1) >\s rf< ^ - ] - [ 
N-/?-;U-N-( ] _ y f. /U „ i h - r h 7 / 

* > - I, 2, 3, 4 - r h 7 £ FMy + /'J>( 3. 
65 ^ ) frfl/co 

-|H,N--;*/^7: K *• X V7K frb 

iS» L it o 

M.P. 182-184 "C 

IR (x^B-ilO : 1 700, 1 595, 1 458cti _1 
NMR d (ppm)(DMS0-d B ) : 2.53 (2H, m ), 
3.20 (2H, m), 3.5 -4.0 (2H, m), 
3.76 (12H, 7*o-K a), 5.07 (2H, 
7*o— K a ), 5.3 (1H, m), 6.76 
(IK, a), 6.76 (1H, b), 6.86 
(IK, a), 7.30 (5H, a) 
TtmftffT : C„H 2i N fi 0 4 

ftnm : C 61. 05 ; H 6. 24 ; N L«. 57 
•fcSftfa : C 61. 82 ; II 6. 64 ; N 17. 66 

mmm i8 

&mW 1 7 T ^ b tl A 2 - -i > /U * * -> /u 



*■ - )V — ] ~ ( J - / f ;l/ ~ N - ( 1 — / — 

i h - r- h 7 / - & - 5 - /f & ) r a / / * t> ] 

- 6, 7 - v? / F + •> - 1, 2, 3, 4 - r h U K »=M 
y * y 'J > ( 2. 9 5 9 ) £ * * / - /L, ( 60bM 
iN.N-^/f */l/A7: K ( 2 5 at* ) IC B. fll 

l , i o * * * a - $t m ( o. 7 5 ? ) fc in 5l 

F18f*C7-*^R( 0.46^ ) £ 2ni * T & ^ L > 

ETi0fft Lft Q fabftftffi^.fr> -A, 4 y 

-L^felf Jfift-^A <t, l-(N-y 
fwi/ ~ N - ( H — r" h 7 '/ — ju — 

5 - 4 'U ) 7 = / / f" f J - 6, 7 - 5/ / h * > - 
J, 2, 3, 4 - f- h 7 t K o V y * y 'J > <o 7 * >f&t 

ffi ( I- 3 7 ) fcfafto 

M . P . I 8 8 - I 9 2 t 

IP (*i/a-Ax): 1 700, 1 585, 1 512c»r 3 
N MR <J(ppm)(DMSO-d 0 ) : 2.90 (2H, m ) , 
3.20 (2H, m), 3.17 (3U, o) f 

M . P. 2 4 0 -24 2t(^f. ) 

IR (*i>B-A/) : 3350, 1 61 5, 1520CDT 1 
NMR J (ppm)(DMSO-d„) : 2.70-3.20 
C2H, 7*o-K) , 3.20-3.60 ( 2H, 
7'o-K), 3.60-4.10 (2H, 7 r o-F) , 
3.77 (3H ( d), 3.83 (3H, e), 
4.60 (1H, 7*n>-K), 6.63 (1H, e), 
6.83 (1H, a), 7.63 (1H ( t, 
J -6Hz), 9.00-1 0.00 (3H, 7*o-K) 
Jtm^iij t C, a H„0 2 N a ■ HCf, 

W-fflft : C 4 7 . 78 ; U 5. 86 ; N 2 5.72 
XRfft : C 47.43 ; H 5.90 ; N 2 5.97 

mmm 20 

4 : > ,u * * *> — 3 — / (• * •> 7 * ^ f /I/ 

T S ifc I® 4* ( 2 9. 4 n H 1 - / f- /u - 1 
H — r h 7 / - — 5 — 4 A/ ) 7 ; / 7-t I- 7^ 
ft FOi/*f ^7*^-^{ 2 1. 5 7 ) h U 
7 /W * o flfrftfr ( 7 0 mt ) t * > 9 2 *C T 3 f$fB3 

3 oftlnfcUo KJg***ET»«U fa^ft 
fcttfflfoKy * y - 3 0 0 m« ) fcj&l^ffifaL 

-o - 



HIBBB57-139066 (18) 

3.80 (2H , m) , 3.73 (6H, a) , 
3.93 (3H, a), 4.5 0 (]H, n ) , 
6.4 7 (211, a) ^ 6.7 3 (111, a), 
6.80 (3H, a), 8.36 (311, 7*d-I' q) 
7tMtttiT : C l0 H 2fi H ri Or ( t L T 

H'*iJl : 0 52.52 ; H6.00 ; N 19.35(0) 
XMfk : C 52.55 ; HG.03 ; N]9.37(*i 

* ffi Ml 1 9 

3 - t K » * -> 4 ~ y ^i/7 7 .^f/l/7; 

>£> Jfcfl? Jfc ( 2. 9 ? ) , ( 1 - / -f- /!/ - 1 !l - 7 s " 
h 7 '/-^-S -^O 7 : / T M h T /uf t: K 

cd s; x * r * * - ^ ( 4.0^ jfriO'Ria^f 

1. 6 nt ) £ x .* y - tv ( 1 4^)^lO'*( 5. 7 
y 7* n tf 7/^- it/ h W iMi -f * <b 6 - t K 

0 * — 1 — [ ( 1 — y^>w~] 11 - t- h 7 V - 

1, 2, 3, 4 - f i- 7 t k ni a y ^ y y > o « fft Jfi ( 

2. 9 ? ) fr # ^ o 

»«>*ifc*«***i-** <b 6. 3 ^ O«*fcfflto 
«j«4»ttt*t5^2.1 ^ ^5 #f J, t fa /to t 

MLr#3j' L, /^^/^ ( 0. 4 ? ) r»JB 

».n:TM 7 5 mi-* twml, murifcm.-tz> 
t 6. 7 9 <n % i\% 4 * ft o fl»f«*»)»i'*i3^^ 

0. 8 ^ <£> #i t f» ft o t O ^ ^ * ^ -tf T , > ^ 
y - /u ( 2 7 0 ^ ) K L T ^ L , ffTr A*t ( 
0. 3 5 9 ) *ai*T«#f L ftc ISttKt^jB 

* EtBftiyfco^ttEt&H-e K o 

1 - [ ( 1 - y * - i h - t- h 7 / - ^ - 5 - 

^/i/)7:y'/f^)-6-/M*>-l,2,3 1 4 

- r h 7 t k p a y * y xomm^ ( 6. 6 9 ) 

* fa ft o 

M . P* . 2 4 0 - 2 4 2 t(^jS?) 

TR ( *v/b-A/) : 1675 , 1 620, 1400cw" 3 
NMR ^ (ppm)(DMS0-d n ) : 3.06 (2H, m ) , 
3.43 (2H, m) , 3.83 (3H, a) , 

- no - 



3.86 (311, e), 3.80 (2H, m), 
4.63 (1H, m), 6.83 (2H, a), 
7.66 (III, 7'n>-K t, J=5.0Ha), 
9.0-9.8 ( 3 H , m) 
7C?(*f)-#f : C t ,H,«N B 0 2 • HC* 

SI' WIS : C 47.78 ; H 5.86 ; N 25.72 ; 
C<? 10.85 

r &0Mfr : 0 4 8,08 ; H5.93 ; N 26.0.3 ; 
C£ 10.98 

* i j m 2 1 

> 5/ >u 4- > // iK — /i/ 7 H / J *f- *\s ) -> 7 r ^ 

* -> /l/ # rft - /u ] — fi, 7 — 5? t h'o+->-l — 

f ( 1 - H - h 7 / - - 5 - A iu) 

7 ;/^f;U] - 1,2,3,4-f h7tFMVt 

/ y > ( i o. i ? ) « t" >; 5; > ( 4 o ) <o ft UK 
(c^tKWH^ < s. 6 7 7 ) fr*ftTim;Lfc 0 ft * 
SS S K t £ L 1 fiWBKJ6uitn # C 2 o o mt ) 

ffi iffi "t A <t 6. 7 - 7 h * * •> - 2 - f h 7 > 
-'7/ - 

1 H - v- h 7 / - >u - 5 - >f *f ) T c / / 1' >v ) 

1, 2, 3, 4 - 7- h 7 t K o 4 y * / y > C 6. 5 ? ) 

( 2 5 0 m* ) Kill!*'/** ^^tojS?7C L fco ftttt*«F 
il, 7-7-th**>'-2-[ h 7 > 7 - 4 - 

( 7 ; / / f ^ ) "> ^ O ^ ^ -> ;[/ ;l/ ^ - /I, ] — 

6~£ K n * -> - 1 - ( C 1 - / * >f ~ 1 H - J- 
h 7 / - *\* — 5 — A >v ) T = / / + tv ) - 1, 2, 3. 
4-f hHFM'M; 'J>( 1. 3 ? ) » fc 0 
M . P . 1 7 9 - 1 8 3 <C C % m ) 

IR (*-;; 3 -/f) : 3320, 161 0, 1590CW -1 
NMR <J (ppm)(DMS0-d 0 ) : 0.50-1.80 
(10H, 7*R-K), 1.75 (3H, 3), 
2.45-3.00 (6H, m ) , 3.30-3.80 
(2H , m) , 3.60 & X Uh 3.70 (3H, 

-tn-rn s), 5.10 ^xo* 5.50 on, 

-t-n-fn m), 6.50 ClH, e), 6.63 
*?XV 6.7 3 (1H, -tJl-fjH 0 ) , 



HBM57-139066(19) 

* — 4 — ( "< > ^ * -> # ^ 7t< — ;u 7 = 7 / f- 

/u ) */; O A^V/U/I^^Z/U ) - ] — f ( 1 — 
/ f* /u — 1 H — 7~ h 7 — — 5 -/( /I/ ) 7 ; / 
/ + j* ) — 1, 2 t 3, 4 — f- h 9 £ K » -f V * / f J > 
( 8. 4 ^ ) «s ^ (b fl. /fc 0 
M . P . 1 (i5. 5 -1 6 8°C 

IR 3380 , 3270, 1 750, 

1710, IGOOcw"" 1 
NMR « (ppm)(DMSO-d«) : 0.50-1.80 

(10H, m), 2.30 (6H, o), 2.50-3.10 
(4H, rn), 3.4 0-4.00 (4H, m ) , 
3.63^X^3.73 (3fJ, -tMftl s), 
5.03 (2H, s), 5.30 t? XO* 5.7 5 (1H, 

7*o— K ) , 7.10 (IE, b), 
7.17^0:0*7.23 (1H, W/l'O, 
7.35 (5H, s) 
22 

6,7-i/r-li F**->-2-( h7>7>-4- 
( > /l^ ?f + •> 7V jK — ^ 7 5 / / ^" ) -> 7 
d ^s. ^ *> /l^ ^; iK — ^ ) — 1 — [ ( ] — / r jV - 

- 72 - 

7.70(1 H, 7*o- K) 
7C^-^^f : C 22 H 3I 0«N 7 

ttMttt : C 57.75 ; H 6.83 ; N 21.43 
^IBHi : C 58.32 ; If 7.05 ; N 21.36 
KJfcfll 2 3 

( 1 - / * - J H — T h 7 / - tv - 5 - A t\s ) 
7 : / 7 i' h 7 /t/ f t h" O J- f ^ 7 ^ ^ - ^ ( 
6. 30 ^ ) J: i>* 3 — t l'n^V7xM-^7; 

K»Jfi»( 3.3i.f)t*l)L, 6I»N2 5 ^DDiKvA 

A ( 4.o^ ) % s © * ic Inito L r * W L , fife 

frl/#8?7K#7- h 'J 9 Ufrfcm%1jnA_r pH = 7- 8 

efi,»*fc* ( i o o mi) KMffiL. ®mm*iM 



L it c t <D%iffi i$i 'fc & X. Uh 4 y -? a \£ t\s 7 t\* Z3 
-*©Rfr***feW«aU gftfi-ftdl( 2.5 
? ) t ft it o ^^n^a'O/of/r/;^ 
-'■'©fi&fc&^ttttil.U fltETfcGO'CT 
I 3l»Hlf;#t4t, &fe*Uft«©6 - e K o + 

•/ - 1 - ( ( 1 - / f" /l> - 1 H - f h 7 '/ - ^ - 
5 - <f ) T 5 / / f- *\* ] - I, 2, 3. 4 - ^ h 7 t 

k o a y * y ij >om.mm ( i. 3 ? ) fr#7t 0 

M . P . 23 9. 5 -242 *C ( ft j» ) 

IR (H5^»-/U): 3500, 3400 , 3220 , 

3140, 2770, 16l8cwT 3 
HMR n (ppm)(DMS0-d 0 ) : 2.73-3.20 
(2H, m) , 3.20-3.60 (2H, m) , 
3.60-4.10 (2H, m) , 3.82 (3H, e) , 
4.63 (III, t, J=6Uz), 6.63 ClH, 
a), 6.70 (1H, dd, J- 10 Hz, 2 Hz), 
7.J8 (1H, d, J-lOHz), 7.50-7.80 
(ltf, m), 9.62 C2H, a) 

TtMfttir : c i2 u, 6 N(P . nee 

frl- 5f.il : C 48 . 57 ; H 5.78 ; N 2 8 .3 2(f>) 
~Q!T - 

H . P . 2 3 5 "C ( frM ) 

IR C*-; 3 ^/U) : 3250, 16 1 0, 1595 , 
1 580CW" 1 

NMR 0 ( ppra ) ( DMSO -d 6 ) : 2.76-3.60 

(4K, ra), 3.17 (3H, s), 3.67-4.20 
(2H, m), 4.05 (3H, a), 4.46-4.90 
ClH, ra), 6.67 ClH, a), 6.73 ClH, 
dd, J=8Hz, 1Hz), 7.20 (1H, d, 
J-8Hz), 9.65 C2H, a) 
7C*»#r : C ls H„ON 6 • HC £ 

Knife. : C 50.24 ; 116.16 ; N 27.04(0 
^^{U : C 4 9.78 ; H 6.06 ; N 26 . 79(0 
* IS 0)2 5 

6 — t: K o * -> — 1 - f C 1 — / f" ^ - 1 H — 
rh^/-/i^-5-^/i')r = // J f^] — 1, 2, 
3, 4 - 7- h 7 t K o 4 y + y > © ftft £ ( 8. 2 0 

r)**(s7iOfcjnjjL«tt7o -crcirofcy L 4 

^ © * 3(5 * h 'J ? a ( 4. 1 9 ) J* I IS f- h 7 t K 



HIBBB57-139066 (20) 

3?i&ft : C 4 7.58 ; H5.85 ; N27.79M 
-*«f£0J 24 

3? KM 1 (a) T W tz. N - / i ■ >v - N - C 1 - / -f 

/I/ — 1 H - 7" h 7 / - /f - 5 - 4 /u ) T ^ / T -t 

h 7 ^ X t K <D is * + 7 M ? - fV ( 1.61 g ) 

£ O' 3 - t K o * •> 7 * * *■ #u 7 ^ «J fi£ $ 

C 1.00? ) x * y - ( 4. 3 at ) * £ f>' * ( 

i. 7 »n ©jitftcDnA* Jn*vL4^b^.^-r* ^ 

!)i??iL^o £ © $ ft* K iS ife ffr ( i.o^) 

ftfefc H P - 2 0 ( (R^mflS , = Sg-ffcljJc , 150 

«n*£T^Lfcrt7AKiffiLfc 0 ?fi* /k m fch o 

jt 0">< y 7*0 e/i/7/c ^ -^o^^jft^^ h 
^.E T e o "c r 8 n m -r * t , d & 

Mi0 6 -li K o + •> - 1 — ( K-/^/U-N- 
( ! _ / + /K/ - i H — 7~ l« ? */ — -/l/ — 5 — ^ ) 
7 = y / * & - 1, 2, 3, 4 - I* 7 t y * / 

y >ottrf«itt ( 3 2 7 «? ) tftobtitto 
- qt, - 

3d ^ h U ^ ( 4. 2 ? • ) * m tm L , Ril o -c w 
T T *<> is *v * * : s ii # r. fU ? o ij K C 6. 1 9 

y ) tiri^o i"*?frfl!T, 2 n?rmi 4 o^m^- 
b# ra % w *t* * <t , 2 - 3* * + > » ^ »k - >t/ 

— 6 - t K » + 5/ — 1 — ( ( l-Zf/i'-] H — 
7-h7 % /-^— 5-4^)7 - }, 2, 

3. 4 - 7*" h 7 t K o a y + y y > ( 1 o. 7 5 ? ) 

M . P . 2 3 2 - 2 3 4 'C ( fr m ) 

IR (Xi/a-iu): 3440 , 3300 , 3250, 

3 130, 1 660, 1 6 10cjb-i 
NMR ^ (ppin)CDMSO-d c ) : 2.63-3.03 
(2H, m), 3.03-4.43 C 4 H , in), 
3.63 (3H, ra), 5.02 (2H, d, J«5.5Hz) 
5.30 ClH, t, J=7.5Hz), 6.62 (JH, 
a), 6.68 ClH, dd, J = 10Hz, 2.41Jz) 
6.90-7.60 C6H, m) 



- *7 - 
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2 — ^ > :j ,\s -ft -> j) ,\, & - yU — 6 — t K D + 

f - 1 - ( 1 - y - 1 H - 9- h f '/ - tu - 5 
-U)7;/>fi"- 1, 2. 3, hUfo 
4 V * 7 U > ( 3 ^ )0-;>f/UA^A7: K ( 

3 OmM^Wif^ a ? ft y * ^ ( 1. 6 2 ? ) fc> i 

tfM 1) U 7 ( ). 57 n fcllM., Jft 8 0 

tT9i»W3 o^inJi&tftf.Lfco K«5»«r**K: 

3fc 2 - • > «/ /u * # > # >v *i< — /i* — ] — [ ( 1 
-/f/i'-l H - r h 7 / - /u - 5 — 4 *v ) 7 = 
y / f- a- - 0 - / h * is - 1, 2, 3, 4 - T V 7 11 K 
My-1r/'J>( 2.nnt^/tn 
U . P . 1 9 7 - 2 0 1 *0 (^1^) 

IR (^y=9-/i/): 3270, 1682, 1 620CUT 1 
NMR d Cppm)(DMS0-d„) : 2.63-3.03 
(2H , m) , '3.03 -4.4 6 (4H , m) , 
3.63 C3H P 7*r?-K a), 3.75 (3H, e), 
4.86-5.17 (2H, m), 5.17-5.60 (1H, 
in), 5.53-7.67 (9H, m ) 

- 71 - 

NMR 8 (ppm)(CDC/? 3 ) : 2.60-3.26 

(4H, ra), 3.46-4.33 (2H, in), 

3.73 (3H, a), 3.80 (3H, 9), 

5J6 (1H, m, Wl/2 = 14Hz), 

6.6 7 (1H, a), 6.7 4 (ill, dd , 

J«9Hz, 2Hz), 7.16 (1H, d, 

J = 9 H z ) 
X*#flT : C l3 H, 8 ON fl 

jH-fttl : C 56.92 ; HB.61 ; N 30.64ft) 
$Mk{ft:C55.54 ; H6.35 ; N 30.27ft) 
28 

tt W 2 5 T ft <b ft ft 2 - <■< v 0 Ar X * -> f] *u 
rt-: - yi/ — 6 — t K p * -> — 1 — C C l - y * - 
1 U-f h 7 l /-^-5-^07;/>f^j 
- 1, 2, 3, 4 — 7 h 7 t K o 4 V y 'J > ( 3. 0 9 ) 
* t* 'J 5; > ( 3 0 me ) K Rffi L , * ft U MWL 
^;(,t'/<nM^nij K ( 3.3 9 ) -fc * T L fco 
WTIft, 8 0 ■■» lootrs ^ ra 4 0 Lfeo 
E ( 120 mi ) K**$\ '£? Afi 

-*| - —463— 



MBW57-1 39066(21) 

27 

2 — <■< > v ^ * ^ i) tv r- >v — l — [ ( ] — 
/ ^ ^ - 1 h— 7-h?;/->v-5— >f/v)7 = y 
/ f. ,u ) ~ 6 ■■- y h * -> — l, 2. 3, 4 - 7- h 7 t K 

p -f y + y y > ( 1.02^ )o-^/f /nhiuAr 

5 k c 4 0 ) » » ^ % 1 0 * /< 7 i? ^ a - m m 

( 1 0 0 m ) * mt-s #«51fltTT 4 l«n 5 0 ^ 

n - / ^ ^ a r 1 h' mmbmHiTKmm i 

X x y - /ufrjin*, W-JO) ffl^Tft^ 
4: iF 9«l L o *« ^ ttE *K K <ff ^ L T ffi f> ^. * m 
M : ^ , x * / - X & h,h — is / f- *u * iu u 
7; FOii^ t> Pi ft { % L , # fT T *C 6 () X 

/u ) - 6 - / M-«>- 1, 2 r 3,4 h 7 t Fo/f 

M.P. 161— 162 "C 

IR (^3-/1/); 33 40, 31 80, 3)00, 
1605cm" 1 

- St> - 

D ,u &: - ,u - ) — [ ( 1 - y ^ — 1 h — f- h 7 
>/ - ,1, ~ 5 - 4 ,u ) 7 $ S / 1- 'is ) — 6 — \i s< v 
A * -> - l, 2, 3, 4 ~f- \ 7 \'- V o 4 V *r J y ) 

> ( 3. 4 9 ? ) t ^ ft o 
M.P. 21. 7-218 4 C(ftffil) 

TR C7.-/3-yl/): 3 252, 1 742, 1680, 
1 6 20roT J 

NMR « (pjjtn)(DMSO-d fl ) : 1.28 (9H, 
8), 2.62-3.00 (2H, m), 3.08-4.35 
(4H , m) , 3.5 8 (3H , 7*n>- K s) , 
4.78-5.12 (2H, w ) , 5.18-5.56 (1H, 
in), 6.81-7.4 8 (8H, m ) 
3*«J 29 

51 M ^1 2 8 X^h flit 2 - > >? >i/ tJ 1) /U 
*" - - 1 - T ( 1 — > ?- A* — 1 H — 7" h 7 / - 
/l/ - 5 -■>( /i/ ) 7 : / > f ^ ] - (i - e*^' d /( ;i/ 
* " + *> - 1. 2, 3, 4 - r V 7 k h'M y y y > ( 
7. 3 7 9 ) & N, N is y */i/A7: K ( 15 0 

) ^f^'^ 1 0 * 9 -s 0 ( 0. 7 4 y) 



£ 2 m < J) £ L ft o 5?>f^*/UA72 KKKt 
»ETft3 0rffC*«U *^-*( 100i<) 

A & x * 7 - , u ( i o o mt ) *i h Btt A L *Efi T 
»c*«+ACi*C£b, i»[(i-/^-ih 

— € o >f — 1, 2, 3, 4 — v- h 7 t K o >f 

y + / 'J>( 3. 82ntH?to 

M . P . 1 5 6 - 1 5 8 "C ( # m ) 

IP (X?;*-/!'): 3250 , 1 742, 1 6 18cm" 1 
NMR * (ppm)(DMS0-d fl ) : 1.30 (9H, a), 
2.56 -3.22 (4H, m), 3.22-3.84 (2H, 
m) , 3.74 (3H, a), 4.00-4.20 (1H, 
m), 6.79 (III, a), 3.86 (1H, da, 
J «- 8 H z , 3H»), 7.26 ( 1 Ji , d, 
,T = 8H2) 

WWM 30 

• 1 - [ ( 1 - / t\s - 1 H~r-h7/-/^-5 

-« - 

- /U _ ] „ [ ( H-rM/- 
/i/— 5 — ^/i/ ) 7 : / / f- ^ — 6 ~ t K o # -> — 
I, 2, 3, 4 - 7 1 h 7 t K o /f y * / 'J > ( 2. 3 5 * ) 
4 f 'i > ( 3 5 hiO KM U L, tttt L 

* ft h 4 - h su * A *> ^ n ij K ( 1.0 1 7 ) fc iffi 
T t fco fl8T&£^T 2 0 $e>(^^80 

•ct 6 i^mftiiftinff t * 0 c i oo 

£ SrJf.N-i/ / f ;u*/UA7 : K fe* I O* 4 7 7* □ £* 

Jinftttft-f A ^ftM02 — • > i) 

;U M =L *\s - 1 - [ ( J - / f- - 1 H - 7- Y 7 / 

,u 4 /is X is ) — 1, 2, 3, 4 — ^ 7 t V 

* / U > ( 2. 6 1 ) # ft <b ft fc o 
M . P . 2 3 3 - 2 3 S *C ( ftm ) 

IR (£>? 3 ~/U): 1 71 5, 1680, 1620cjjT x 
NMR <* (ppm)(DM530-d fi ) : 2.73-3.18 
(2H, m) , 3.18-4.40 (4H ( m), 3.65 
(3H, 7*n>-K a), 4.90-5.20 (2H, m), 

-sir - —464 



3WB57-I39066(22) 

— A to ) 7 ~ 7 / f- to ) — 6 ■■- fc" o 4 A> # * *> 

- I, 2, 3. 4 - 7- V 7 K " 7 y * / ij > ( 2 8 2 
*sr ) * * / - >M 5 irf) K ./JII^V UiRH, C 
<Dfoifcfc?fr icfJ r > •> » f ft ( 5 4. 4 ) <o y J 

( 5 ■£ ) #*fc«TLT, fli-f &&ftfl:»* 
IF JfX L ^ o 5^*^7-/1/ di- J: O' n , n-v / /i/ 

fio-ct]2 i«ffi|iRtt-f A <^ i ■•- [ 

( 1 - /f/lz-l [J — ^ h ^ / — A/ — 5 - A >\s ) 
7 E 7 y ¥■ j - 6 — ^< n /f Tt- + -> — 1, 2, 3, 
4 - f h ? t K oO* / 'J >«) 1/2 V » ^ US? 10 

( 207«v)fcft;fc o 

M . P . 2 .3 fi - 2 3 7 t ( ) 

Ifl (7>? 3 -^): 3220, 1 758, 1 6 1 5, 

leoooT 1 

fll-ffM : C 55.52 ; H6.47 ; N 21.58(50 

•KMil:C55.27 ; H6.44 ; H 2]. 46(0 

* KR^I 3 J 

^^^125 X'ityb lXtz 2 = > ^ * * > /7 

- - 

5.20-5.70 ( 1 H, m), 7.0-7.63 (10H, 

m), 8.06 (2H, d, J=8Hz) 

2 — ~t > : s /\s * + •> Xr A< - *\* — 1 - ( ( 1 — 
/ * ^ - 1 II - T h 7 V - *U - 5 - ^ ^ ) 7 = 7 

/ f - ) - 6 - ( p - h *u * A >\* X * *> ) - 1, 2. 
3, 4 - r- h 7 t K o 7 y ^ / ij > ( 2. 5 9 ^ ) O 
N,H-i?/f/Mwl/A7; K ( 8 0 ml? ) # $ *>. 1 0 
% 7 7 U - m % .( 2 5 8 ay ) * in A , * * ft 

6lf.TT 3 n^riq i o ftm-ft Lft.o »^iPtt«rfn^T 

x ^ / - ^1/ Jt j>' N f N - ! s / f- /U rf^ >\s A 7 i K O 

* 7 - ^ Jb- X If N, N — ^ 7 ^ #1/ A 7 3 K <£> 
A««l^bWI*A-f * 2 -'•<> 

* * ■> /I ;t/ A' z /U - 1 - ( ( l - y ^ - l [j — 
7- h 7 7* - >\> - 5 -- >f/l/)7:/yf>H-fi" 
( p - h >U 7 ?j - ^ v ) — 1 , 2, 3, 4 - t- h 7 e 



K o A V * 7 ij > ( 0 .6 9 ) iQl W 3 n/to ^ 
Mi t * #i li £ FAX L x « FF T (C 5 0 °C T 8 B* R ft 

ft t * t * £i <r> i - t ( i - y *■ - i h 

- r h 7 / - — 5 - 4 ) 7 a / / f* ^ ] — 6 

- ( p - h ;l/ jj ' W /i/ 51- * -> ) - 1, 2, 3, 4 - 7" I- 7 

tKo^y*/y>(303Jv) «b ft * o 
M , P . 1 7 8 - 1 8 0 *C ( ft m ) 

IK (*>?3-/u): 3290, 3150, 1 730, 
1 6 05 aw" 1 

NMR * (ppra)(DMSO-d„ ): 2.67-3.86 

(6H, m), 3.76 (3H, a), 4.03-4.33 
C1H, m), 6.86-7.60 (5H, m), 
8.00 (2H, d, J=8H Z ) 

mmm 33 

( 1.98? ) 4- N, N - i/ / ^ ^ * jV a 7 = K ( 4 5 

«i)KmfaL* 5 'cKftwLjtv*,, nam it -t h 
>j 0 a ( 6 5 ^^Mfr^. r 5 0 # mw ft L ft o M 

K 1 - ? o o / J- t\s — 3 f 4 - >? t K a 4 y * / ij 
/u> * * -> * ^ ** - * o ij K ( 4. 5 * ) fc « T L * 

Hi! ft x + a,mK#. cx^&uimzFm u w 

X <?■ tU X ft ft* ~t & t y 2 — ^ > S/ iV * * ■> # JV 

# \ - { ( i-7:/-l u -7- h 7 >/ ~ 

, u - 5 — 4 jt, ) 7 ; / / f ^ ] - 1,2, 3,4 -f I* 
UF^y*/ij>( 1. 94F)frftft 0 
M. P. 207-210 'C 

IH (*^3-;u): 3270, 1 688, 161 8, 
1 4 5207I" 5 

NMR * (ppm)(DMS0-d G ) : 2.83 (2H, 
ra), 3.0-4.3 C4H, m), 3.60 (3H, 
7*o-K a ), 5.00 (2H, m ) , 5.40 
(IH, m), 7.3 (911, m) 
y%mm 34 

^ MliflJ 3 3 T n ft 2 - -<> pi ■ * ?/ tV ,t, # - 

, u _ 1 _ [ ( ! _ y ^. , u _ j H — f Y 7 / - yU - 
5 - A i\s ) 7 i / / f- /u J - I, 2, 3, 4 - 7- h 7 t 
K * 4 V * / 'J > C 0. 2 6 9 ) K g^S? ( 2 wO , 

ftJb'ft ( 2 »^ ) j/n;l t i o o ictn$i3 o # 

-31 - —465 



ttfiHB557-139066(23) 

> O iff ft « ( 4. 3 2 ; ) $r * <L- t , W ® * ^ 
^ h ij * a T * In L X s V >\> x > T 3 I'll 111) Ml L A- „ 

h >b ( ji^j i 5 me ■) ' fr jfrm&JS* l> 
M >K iai[ft ^ ■> ^ a -cft:#fc ^to 5fc k flf ^. i - 
/ -f /u — 1 h - r I- 7 y-,u— 5 - r ~ ><59N,n 

- V / * /u ^ >v A 7 = K f^c 4r - 3 0 n C ^ ^ V4i Ln 

5 * >/ ^ T 1ST jft L ^ « t <D & Wi K J: T'ftit h * x 

> ft 4 1 0 ft |8| 0. H" T im *. , - - 1 5 tt 

i n^n 3 o 'Kjfsrarc * ^ / - 1 5 

) * >K * -fK * * fk i- h U * A ( 1.2 ? ) £ Ifll Jt > 
OtTl «in 3 0 »».Jt-L fro 'KiSi* ^ - 2 

- 3 0 'CKftW L, »Jfiftt MT Lt(^ftK L/c 

h 'J ? AT^jfnLT, m<t/ *u>x 
3 ISIJIiHiLAo ^ffcy ris^M*. 2 KJfift-r 3 R5I 

f# ^. Ml4ft4felC , 7K ( 3 0 «rf ) t f- h 7 t K 
p 7 7 > ( 1 0 ml) * %\ ^ X % ft T m. ft L fr o 
* X ^ h 'J ^ A ( 9 9 ) % All * , 9'/>T / <> 

- 99 - 

t*A-cfti»^& taftft L/to mtAift* / ^ / 

6 ii ^* h t i - - 1 c i - / - i h - 7- h 7 y 

~>f y|/)7; //*-/!✓] — l , 2, 3. 4 — T 
V 7 t I'oo^y 'J>©2J^^IS( 0. 1 9 3 J? ) 

M . P . 1 6 8 - 1 7 8 t 

IR (^>? 9 -yu): 2900, 1 695, 1585, 
1 035ctT 1 

NMR d (ppm)(DHS0 -d« ) : 3. 1 G (2H, 
m) , 3.40 (2H, m) , 3.83 ( 3H , a ) , 
3.80 (2H, m), 4.76 (IH, m), 
7.03 (2H, 7-o-K a), 7.30 (4M, 
m), 9.3-10.3 (2H, m ) 
7C3«f fttff : C lt H lfl N fl ■ 2HC* • 0.25 

A V 7*0 t:'yU7yU3—yly 

Sl-^fifl: C46.09 ; H 6.06 ; N25.29 ; 

CI 2 J . 3 4 (*) 
^Ifthfi : C 46.29 ; H6.16 ; N 25 . 45 ; 

- ?* - 



Cg 21 .26 <*) 

* IBM 35 • 

9? £ft W 3 3 T^^njt2~'<>v ? /U5r^^/;^ 
«K - - 1 - ( ( 1 - J + A> - 1 H - y- V 7 / - 
,u - 5 — A ) T = / / jU ) - 1, 2, 3, 4 - 7- V 
U F M V ^ / 'I > ( 1. 7 5 7 ) K W ,N - i> / 

* ,\> A T H K ( 1 7 jti£ ) £ frl * * 5 *C (£ ft $1 

?A(6 5)l)(0.2 2MtlD^'C» 5-CT3 

> T 3 151 Ml IB L7to «2ffc/f'^>®**r2P, 

asfnftjs* r i mfcft u M*flt$^ : s 9 a 

>( 15 : 8 5)) XWW'fht, 2 -'OX* 

* * is t) ^ rfC - - 1 — [ M — / -f- Ji* — - N — ( 1 
~-/^-^-l H — r - h 7 / - >v - 5 - A ) 7 = 
//fA/)-l,2,3 t 4»f He ForM/'j 

> ( 1. 7 3 ? ) frffittft t Itfflto 

- 7/ - 

fifcfr-t* <t 1. 2 ? ®&&Z®Ao tons**** 
4 / 7* o t: /u r - ^ rt* <b £ ft a & ± , 1 - 

( N - / f- t\s - N - ( 1 - / *■ /I/ - 1 H-f 1-7 

f FUh'D^yt; *) > <d ? '^mm ( o. $9) 

M . P . 1 9 6 - 1 9 7 C C 

IB (^i/g~/L/): 1700, 1585cm"" 1 
WMR * (ppm)(DMS0-d a ) : 2.9-3.6 
(4H, m), 3.16 (3H, a), 3.6-4.2 
(2H, m), 3.96 (3H, a), 4.63 
(1H, m), 6.50 (2H, a), 7.26 
(4H, 7*o-K a), 8.10 (3H, 7*o— K a) 
7CJRfr#T : C, ? H 22 N 6 0 4 

IH-#*6 : C 54.53 ; H5.92 ; N 22 . 45(# 
: C54.46 ; H5.82 ; N 22 .2 3(# 

^M£0J 37 

5, 7 - v? / h * -> 4 y * / »J > ( 2 3 ? ) <D lg 

- <?3 - 



HHI«57-139066(24) 

IF (CHC^ a ) : 1680, 1 580ciw~ J 
NMR * (ppm)(DMS0-d fl ) : 2.86 ( 2H , m ) , 
3.16 (3H, 7*o- K a), 3.0-4.3 (4H, 
m ) , 3.80 (3H , a ) , 5.07 (2H, a ) , 
5.46 ClH, dd , J-5.0HB, .7-7.0112), 
7.3 C9H, m) 
36 

2 — > •/ /\s ?)' ^ is f) tU & ZL j\s — J - ( U - / 1- 
- N - ( l — / f- /i/ — l H - r h 7 '/-/i/ - 5 

-M/)7;//f^]-U,3,4-f l-n K 

D 4 y * 7 ij > ( l. 6 ? ) £ f?(Tffi? ( 1 2 flrf ) , m 
1 0«rf)tT1001CT] fKrIR] 3 0 

L ft o KJ&ffi £ AIM I, ft h ft it frlHAtti * ft « 
L , I^O^^^^'t- h 'J ^At + frL^O 

tttifc/ + u- >T 3 loHilj/Ji Lfc 0 M<t/ +is 

t- h 'J *ATtt*Lfc©S«flET*«**&*S.ifi 

ttftfil* ( 1. 0 6 9 )fc#/to*ai6i§P.*>*/- 

( 3 0 nt ) KMl^S. L Xfefr Lx 7^/Uft(0.45 

p ) fciinx.Tflfc#Lfcn 1 0 r»|gf L 

/ f" ^ > ( 3 4 0 ) ^ ^ > T > ft * U ^ A 
( 3 9. 6 9 ) ( 2 0 0 a* ) fl]Jt, 

L^^dCT^>/>(/^o'J K ( 8 5. 4 ^ ) fc 

2fl*rarnn>e^ j^^r^^ja^^*^ * fretsaw: 

*u>®*fr]frL, \ **m<ti- h *) * 

( 3 0 0 ml ) T 3 Iril, ft^T*Tfllc^L^ fittfft ^ 

K^^TfM'AL. 2 /u- 1 - >r / - 

5, 7 - 'y / h * ■> - 1. 2 - t K a >f y + y y > 

M.P. 1 6 3 - 1 6 5 *0 

IB (*>> 3 -aO ;1 660, 1 600 r 1 575CW"" 1 
NMR * (ppm)(C13C^ s ) : 3.87 (6H, a), 
6.35 ClH, d, J=fiHz), 6.50 (IH, 
a), 6.53 (2H, a), 6.55 (JH, d, 
J = 8Hz), 7.57 (5H, m) 

-n - 



± r ft h ft ft 2 - ^ > / a >v - i - •> 7 7 - 5, 

7 - */ / h * *> - 1, 2 - t K o 4 V * 7 U > ( 
2 3 ^ )«H,N--//f/i/;1wi/A7= K ( I 5 0 

5 0 * ) * & ft * h 'J I? A ( 8. 3 ? ) 
©■;/f ;l/*;l/A7: K ( l 7 2 mt ) © j» «J ft (C 

I^TBTL^o C*tfc3Mfcy*-A'( 5 l ? )o 
& / * */ A T = K ( 5 Pn^)^^t30^^ 

»»^*'** * AtML*o *K*»*LT* 

hfth&fe-bis * *V > ( 6 0 0 nf )K^^15 

* *»<k^ h v ? t**mm ( 27 o me ) trntx 
5 o tt a o *m L/co M^ES^L, 

T > Jfn 5, 7 — >? > M->-l-/f/M 

> # ft o C *l ^ V 'i ft if* A* 9 a h ^ 5 7 a - 

*C#L, 7 n a a • Jftjffcx TWffttfjSli X bfl 

<bft*>i(£if&£x*7 - /W* bWtii&l-Z t 5, 7 - 

- n - 

7* K ( 4. 6 ? ) fc#* 0 
M.P. 1 3 2 - 1 3 3 T 

m(*>? 3 -/iO: 1690, 1620™ -1 

NMR *(ppm)(CDC*,) : 3.92 ,(6H, b), 
fi.55 (IH, d, J = 2Hz), 8.05 
OH, d, T = 6Hz), 8.13 (1H, 
d, J=2Hz), 8.53 (IH, d, J = 6Ha), 
10.30 (IH, o) 

5, 7 - & / h*->4y*Si)>-i-#4,aCT 
r t K ( 4. S 7 ) , 1 - 7 * - i h - 3T h 7 
/ - /u - 5 - 7 = > ( 2.05; 

ttfflfllftLfeo ftflU ttiflfcJFJfc L, &7oo* 

/^akt^^l, *«ft*FJRu 

C 2 0 0 a* ) U SMt£l & ( 2 9 ) 



MIBBB57-13»06fi (25) 

y / M-y - 1 - > f ;M y + / ij > ( 9. 7 5 g ) 

M . P . 8 fi - 9 1 t 

in (*i/ 3 -^): 1 675, 1 620raT 3 
NMR 8 (r>Pm)(CDC/? 3 ) : 2.87 (3H, b), 
3.03 C6H, a), 6.48 (1H, d, .T-2H Z ), 
7.18 (III, d, .T-2Hz), 7.80 (IH, d, 
.T = 6Ha) r 8.32 (IH, d, J = 6 H z ) 

J; T ft <b ft it 5. 7 - is / h * -> - l ~ y r ji, 4 
V * 7 'J > ( 9. 7 ? ) <b - ^ ft * > ( 7, 9 2 ? ) 
***** > ( 8 o«n KjffU., 2 Nf ^ K ftttt-T 

i§^L^o font* ®mzmiw%Lf!i®zmit/ 

^ C 2 o o ■* ) *Jn^, -?K4ktPW L^o 

^» L "> 'J i) f >\s i] 7 A 7 o ^ h 7* 7 7 -f - frC L 

^'i 1 ^ ^ • 7 o o AfifcMflM* t>ft «bn&M f 

iS.* X / - iV . 7 d o rf-wlx A^i^ffMAt * i 
5, 7 - 5; 7 h * is 4 V ¥S V > — 1 — ,u r /i^ 

-ri - 

* <t 5, 7 - v? 7 h * •> - J - [ ( I - / * - j 
H - f h ? '/ - /i/ - 5 - >f /i/ ) 7 ; / / f- /i/ ) ^ 

•/*/■;>( i. o s ; ) fc#*o 

M.P. 2 1 7 - 2 2 0 *C ( ) 

IR (7i/g->u): 3250, 1625cm" 1 
KMR J (ppm)(CDC^., ) « 3.80 (3H, a), 
3.87 (3H, b), 3.97 (3H, s), 
5.08 (2Ii, d, J-6Hz), 6.87 
OH, d, J = 2Hz), 7.13 (IH, d, 
.T=2Hz), 7.40 (IH, t, J=6Uz), 
7.80 ClH, d, J = 6Hz), 
8.28 (IH, d, J-6Hz) 

mmt, 3 o#ibj«# + *£, 5.7->?/ h*-> 

- 1 ~ [ ( i - / f - 1 H — 7- h 7 '/ - iV - 5 

- ) 7 ; / / f- 1/ > ) - 1. 2 — ■£/ t Ko^y 
* 7 y > ( 2. 1 5 9 ) t fHo 

M.P. 225 -230 T ( ftM ) 

- 92 - 



IR (#v? 3 - t /k) :. a-620 , 1580a7r>~ v 
^^^'M7A : M H 3 0 0 
N M R 8 <ppm)(CDC*, ) : 3.63 (3H, 8), 
3.80 (3H, a), 3.9 3 (3H, a), 
6.17 ClH, d , J=8Hz) , 6.55 
(1H, d, J = 2Hz), 6.60 (1H, d , 
•1 = 8Hz ) , 6.93 ( 1 H , d , .7 = 2Hz) , 
7.77 ( 1 H , d , J = 6Hz) , 
7.97 (]H, d, J=6Hz) 
38 

3 7 MTfthtlft 5, 7 - * / h * > - 1 

- ( ( 1-/^^-1 H-xh?/-/i/-5~>f 
^)7 = y>f-u> ] — J . 2 — i? t FM 7 * / 
'J >( 1.55^ ) £ 3 * <t*atSfr ( 6 2 mt) fC ft] 

£ £ J - ( 1 — / f- - ] h - r h 7 / - - 5 

- A & ) r S / / + /U — 5, 7 - 5/ t K o + -> V 
*/'J>( 5 5 0 %)fc#* fl 

M.P. 2 5 5 - 2 5 7 1C(»j») (*M) 

^l'7 , /-^-5-M')7;/yf^)-5 1 7 

- 3/ t Fo**> U,3,4-f h'oO* 

> ' ) > © Jft m £ ( 2 4 0 m<? ) * $ 0 

W.P. 2 57t(^|) 

IR (5<^3-^) : 3250, 161 0, 1 600otT j 
K M n it ( ppm) ( DMSO-dn ) : 2.60-3.00 
(2 If, m), 3.0-3.9 0 (4H, m ) , 
3.83 (311, a) , 4.60 ( )H, m), 
6.27 (1H, d , J = 2Hz), fi.40 (1H, 
d r J-2IIJ5), 7.67 (1H, t, .T = 6Hz), 
9.00-10.0 (4H, T'd-K) 
TE^tftf : C 12 H 1G 0 2 H fl • HCe 

W-#» : C 46 .08 ; 1)5.48 ; N 2 6.87 
^0^f4 : C 4 5 .68 ; H 5 . 46 ; N 2 7.10 
40 

# Mm 3 7 (d) T ff h tl ft 5, 7 - ^ / h * > - I 

- [ ( 1 - / f- *\* - 1 H-? i h7/-A'-5->f 
/i")7a//*/i*My*y 'J > ( 5 4 0 m? ) £ 
18? it & ( 5 0 0 fltf ) £ N, N - *s / + >v * i>* A 7 

i k ( i o o mt ) t mm ( 5 o ■* ) orr***, 



34BSB857- 139066(26) 

IR (»>?3-/u) :3300, 1685, 1620cm' 1 
NMR * (ppm)(DMS0~d„ ) : 3.82 ClH, a), 
4.95 (2H, d r J-fiKz), 6.77 (III, 
d, J-2H»), 6.90 (2H, d, J = 2llz), 
7.33 (1H, 1., J----6Hz), 7.77 (III, 
d , ,f =f>H* ) , 8. 1 7 (HI, (I, J-.fiHs ) , 
9.33 (111, a), 10.50 (IK, rO 
39 

^ 3 8 T# h ti it 1 - f ( 1 - / * /u - 1 

h - ^ h 5 y - tv - 5 — a iv ) r = / / ] - 

5, 7 — v> fc K » + -> 4 y * > 'J > ( 5 2 fl mi? ) £ 
ft & ( 5 0 0 my / f^*ii/A7: K ( 

1 25 19 3 0irf)OjfK»ClH^ 3 & 

En o«HB4-»E«»P5cL3to 

^««ri»tt t > H f 2 0 ( OR^^gfr . = ^^bli5: ) 
( 7 5 mt ) 1c%X Aj\*tt 1) 7 A frC jjfi L A: o » * »■ 
tH t)» r P ft <b ft * & t> tkWift % x ^ / - ,v & h m 
tit ft. L ^ j^Jft tiii-Ki-jff/ir-iH- 

3 ^ET 7 ^^^E^^iSx: L?to l^^^r^U 

5tt4i5.7-i?> h # *> - 1 - [ ( 1 - / * * 
-1 H— 5 i h*/-/i'-5 — >f^)T£//^^) 
- l, 2. 3, 4 - r f 7 t rMy*/'J>ft»!i( 
5 5<M)tfl/-to 

M.P. 1 8 8 - 1 9 0 "C ( fr& ) 

IR (^v?a-^): 1 625, 1 585cm" 1 
NMR * (ppraHDMSO-de ) : 2.86 

(3H, e), 2.30-2.60 (2H, m ) , 
2.60-3.30 (2H, m), 3.30-4.30 
(3H, m), 3.80 (3H, s), 3.85 
(6H, s), 6.10 (2H, a), 6.40 
(2H, s), 7.10 (1H, 7'o-K) 
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